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CAPLUS COPYRIGHT 2 006 ACS on STN 
2005:74688 CAPLUS 
142 :336573 

Synthesis of 9- (2 -p-C-methyl -p-D- 

ribofuranosyl) -6 -substituted purine derivatives as 
inhibitors of HCV RNA replication 

Ding, Yili; Girardet, Jean-Luc; Hong, Zhi ; Lai, Vicky 
C. H.; An, Haoyun; Koh, Yung-hyo; Shaw, Stephanie Z.; 
Zhong, Weidong 

Valeant Pharmaceuticals International, Costa Mesa, CA, 
92626, USA 

Bioorganic & Medicinal Chemistry Letters (2005) , 
15(3), 709-713 

CODEN: BMCLE8; ISSN: 0960 -8 94X 
Elsevier B.V. 
Journal 
English 

A series of 9- (2 ' -p-C-methyl-p-D-ribof uranosyl) -6 -substituted 
purine derivs . were synthesized as potential inhibitors of HCV RNA 
replication. Their inhibitory activities in a cell based HCV replicon 
assay were reported. A prodrug approach was used to further improve the 
potency of these compds . by increasing the intracellular levels of 
5 1 -monophosphate metabolites. These nucleotide prodrugs showed much 
improved inhibitory activities of HCV RNA replication. 
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2004:633938 CAPLUS 
141 : 157387 

Synthesis and use of 2 1 -substituted-N6 -modified 

nucleosides as antiviral agents 

An, Haoyun; Ramasamy, Kanda; Shaw, Stephanie 

Ribapharm Inc., USA 

PCT Int. Appl., 25 pp. 

CODEN: PIXXD2 

Patent 

English 

1 



PATENT NO. 



KIND 



DATE 



WO 2004065398 
WO 2004065398 



APPLICATION NO. 



WO 2004-US1125 



DATE 



20040115 



A2 20040805 
A3 20050303 

W: AE, AE, AG, AL, AL, AM, AM, AM, AT, AT, AU, AZ, AZ , BA, BB, BG, 
BG, BR, BR, BW, BY, BY, BZ, BZ, CA, CH, CN, CN, CO, CO, CR, CR, 
CU, CU, CZ, CZ, DE, DE, DK, DK, DM, DZ , EC, EC, EE, EE, EG, ES , 
ES, FI, FI, GB, GD, GE, GE, GH, GM, HR, HR, HU, HU, ID, IL, IN, 
IS, JP, JP, KE, KE, KG, KG, KP, KP, KP, KR, KR, KZ, KZ, KZ, LC, 
LK, LR, LS, LS, LT, LU, LV, MA, MD, MD, MG, MK, MN, MW, MX, MX, 
MZ, MZ, NA, NI 

US 2003-440666P P 20030115 

CASREACT 141:157387; MARPAT 141:157387 



PRIORITY APPLN. INFO. 
OTHER SOURCE (S) : 
GI 




AB An improved method of preparing a sugar modified nucleoside analog I, wherein 
R is selected from the group consisting of NH2NH2, N(CH3)NH2, 
N(CH2CH3)NH2 / N(CH3)0H / NHOH, NH0CH3 , NHOCH2CH3, NHN(CH3)2, N(CH3)NHCH3, 
NHNHCH3 , NHNH0CH3 , and NHNHC00CH3 , includes a protocol in which a hydroxy 
group of a sugar is selectively deprotected and oxidized prior to 
nucleophilic modification of the corresponding carbonyl group. The 
modified sugar is then coupled to a heterocyclic base that is modified 
with a dual nucleophilic reagent in a further step that provides 
N6-modified adenosine analogs with high stereoselectivity. Contemplated 
antiviral and immunomodulatory activities of title nucleosides are 
reported (no data) . Thus, I [R = N (Me) NH2] was prepared from 2-iodo-benzoic 
acid via stereoselective glycosylation with 6 -chloropurine . 
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Nucleoside derivatives for treating hepatitis C virus 
infection 

Roberts, Christopher Don; Dyatkina, Natalia B. 

Genelabs Technologies, Inc., USA 

PCT Int. Appl., 119 pp. 

CODEN: PIXXD2 

Patent 

English 

2 



PATENT NO. KIND DATE APPLICATION NO. DATE 



WO 


2004028481 




A2 




20040408 




WO 2003- 


US31433 




20030930 




W: 


AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG, 


BR, 


BY, 


BZ, 


CA, 


CH, CN, 






CO, 


CR, 


CU, 


cz, 


DE, 


DK, 


DM, 


DZ, 


EC, 


EE, 


ES, 


FI, 


GB, 


GD, 


GE, GH, 






GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


IS, 


JP, 


KE, 


KG, 


KP, 


KR, 


KZ, 


LC, 


LK, LR, 






LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MG, 


MK, 


MN, 


MW, 


MX, 


MZ, 


NI, 


NO, 


NZ, OM, 






PG, 


PH, 


PL, 


PT, 


RO, 


RU, 


SC, 


SD, 


SE, 


SG, 


SK, 


SL, 


SY, 


TJ, 


TM, TN, 






TR, 


TT, 


T2, 


UA, 


UG, 


US, 


UZ, 


vc, 


VN, 


YU, 


ZA, 


ZM, 


zw 








RW: 


GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


SD, 


SL, 


SZ, 


TZ, 


UG, 


ZM, 


zw, 


AM, 


AZ, BY, 






KG, 


KZ, 


MD, 


RU, 


TJ, 


TM, 


AT, 


BE, 


BG, 


CH, 


CY, 


CZ, 


DE, 


DK, 


EE, ES, 






FI, 


FR, 


GB, 


GR, 


HU, 


IE, 


IT, 


LU, 


MC, 


NL, 


PT, 


RO, 


SE, 


SI, 


SK, TR, 






BF, 


BJ, 


CF, 


CG, 


CI, 


CM, 


GA, 


GN, 


GQ, 


GW, 


ML, 


MR, 


NE, 


SN, 


TD, TG 


CA 


2499253 






AA 




20040408 




CA 2003- 


2499253 




20030930 


EP 


1572097 






A2 




20050914 




EP 2003- 


773127 




20030930 


EP 


1572097 






A3 




20051207 




















R: 


AT, 


BE, 


CH, 


DE, 


DK, 


ES, 


FR, 


GB, 


GR, 


IT, 


LI, 


LU, 


NL, 


SE, 


MC, PT, 






IE, 


SI, 


LT, 


LV, 


FI, 


RO, 


MK, 


CY, 


AL, 


TR, 


BG, 


cz, 


EE, 


HU, 


SK 


JP 


2006505537 




T2 




20060216 




JP 2004- 


540353 




20030930 


NO 


2005001969 




A 




20050524 




NO 2005- 


1969 






20050422 



PRIORITY APPLN. INFO.: US 2002-415222P P 20020930 

US 2003-443169P P 20030129 

WO 2003-US31433 W 20030930 

OTHER SOURCE(S): MARPAT 140:327061 

AB Nucleoside compns . and methods for treating hepatitis C virus infections. 



Thus, 9- (2* -C-methyl-0-D-ribofuranosyl) -6-methoxyaminopurine was 
prepared by the reaction of 6-chloro-9- (2 • -C-methyl-P-D- 
ribofuranosyl) purine and methxylamine . This compound exhibited 
anti-hepatitis C activity by inhibiting HCV polymerase. 
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2003:892793 CAPLUS 
139:365176 

Preparation of nucleoside derivatives for treating 
hepatitis C virus infection 

Roberts, Christopher Don; Dyatkina, Natalia B. ; 

Keicher, Jesse D. ; Liehr, Sebastian Johannes Reinhard; 

Hanson, Eric Jason 

Genelabs Technologies, Inc., USA 

PCT Int. Appl., 182 pp. 

CODEN: PIXXD2 

Patent 

English 

1 



PATENT NO. 



KIND DATE 



WO 2003093290 
WO 2003093290 
WO 2003093290 

W: AE, AG, AL, 
CO, CR, CU # 
GM, HR, HU, 
LS, LT, LU, 
PL, PT, RO, 
UA, UG, US, 
RW: GH, GM, KE, 
KG, KZ, MD, 
FI, FR, GB, 
BJ, CF, CG, 
CA 2484921 
AU 2003232071 
US 2004063658 
EP 1501850 

R: AT, BE, CH, 
IE, SI, LT, 
BR 2003009581 
CN 1653077 
JP 2005530759 
NO 2004005247 
PRIORITY APPLN. INFO. : 



OTHER SOURCE (S) 
GI 



A2 
A3 
CI 
AM, 
CZ, 
ID, 
LV, 
RU, 
UZ, 
LS, 
RU, 
GR, 
CI, 
AA 
Al 
Al 
A2 
DE, 
LV, 
A 

A . 
T2 
A 



AT, 
DE, 
IL, 
MA, 
SC, 

vc, 

MW, 
TJ, 
IE, 
CM, 



DK, 
FI, 



20031113 
20040318 
20050519 
AU, AZ, 
DK, DM, 
IN, IS, 
MD, MG, 
SD, SE, 
VN, YU, 
MZ, SD, 
TM, AT, 
IT, LU, 
GA, GN, 
20031113 
20031117 
20040401 
20050202 
ES, FR, 
RO, MK, 
20050329 
20050810 
20051013 
20041130 



APPLICATION NO. 



WO 2003-US14237 



DATE 



20030506 



BA, 
DZ, 
JP, 
MK, 
SG, 
ZA, 
SL, 
BE, 
MC, 
GQ, 



BB, 
EC, 
KE, 



BG, 
EE, 
KG, 



MN, MW, 
SK, SL, 



ZM, 

sz, 

BG, 
NL, 
GW, 



ZW 

TZ, 

CH, 

PT, 

ML, 



GB, 
CY, 



CA 2003- 
AU 2003- 
US 2003- 
EP 2003- 
GR, IT, 
AL, TR, 
BR 2003- 
CN 2003- 
JP 2004- 
NO 2004- 
US 2002- 
US 2002 
WO 2003- 



BR, BY, 

ES, FI, 

KP, KR, 

MX, MZ, 

TJ, TM, 

UG, ZM, 
CY, CZ, 
RO, SE, 
MR, NE, 
2484921 
232071 
431631 
747674 
LI, LU, 
BG, CZ, 
9581 
810239 
501429 
5247 
378624P 
392871P 
US14237 



BZ, CA, CH, CN, 

GB, GD, GE, GH, 

KZ, LC, LK, LR, 

NO, NZ, OM, PH, 

TN, TR, TT, TZ, 

ZW, AM, AZ, BY, 
DE, DK, EE, ES, 
SI, SK, TR, BF, 
SN, TD, TG 

20030506 
20030506 
20030506 
20030506 
NL, SE, MC, PT, 
EE, SK 

20030506 
20030506 
20030506 
20041130 
P 20020506 
P 20020628 
W 20030506 



MARPAT 139:365176 





Ill 



AB Nucleosides I -I II, wherein R and Rl are independently H, alkyl, alkenyl, 
alkynyl, provided that R and Rl are not both H; R2 is alkyl, cycloalkyl, 
alkenyl, alkynyl, acylamino, guanidino, amidino, thioacylamino, OH, 
alkoxy, halo, nitro, aryl , heteroaryl, substituted amine; W is H, 
phosphate, phosphonate, acyl, alkyl, sulfonate, lipid, amino acid, sugar 
residue, peptide, cholesterol; X is H, halo, alkyl, substituted amine; Y 
is H, halo, OH, alkylthio, substituted amine; Z is H, halo, OH, alkyl, 
substituted amine; T is nucleobase, were prepared as HCV RNA polymerase 
inhibitors and for treating hepatitis C virus infections. Thus, 
2- (4-amino-pyrrolo [3 , 2-c] pyridin- 1-yl ) -5-hydroxymethyl-3-methyltetrahydro- 
furan-3 , 4-diol was prepared for treating hepatitis C virus infections (no 
data) . Different kind of formulation such as tablet, capsule, suspension, 
injectable, and suppository formulation are reported. 
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Preparation of 2 1 -p-modif ied-6 -substituted 

adenosine analogs and their use as antiviral agents 

An, Haoyun; Ding, Yili; Shaw, Stephanie; Hong, Zhi 

Ribapharm Inc., USA 

PCT Int. Appl . , 45 pp. 

CODEN: PIXXD2 

Patent 

English 

4 



PATENT NO. 



KIND DATE 



APPLICATION NO. 



DATE 



003062256 




Al 




20030731 




WO 2002- 


US34026 




20021023 


W: AE, 


AG, 


AL, 


AM, 
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AU, 
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CO, 


CR, 


CU, 


cz, 


DE, 


DK, 


DM, 


DZ, 


EC, 


EE, 


ES, 


FI, 


GB, 


GD, 


GE, 


GH, 


GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


IS, 


JP, 


KE, 


KG, 


KP, 


KR, 


KZ, 


LC, 


LK, 


LR, 


LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MG, 


MK, 


MN, 


MW, 


MX, 


MZ, 


NO, 


NZ, 


OM, 


PH, 


PL, 


PT, 


RO, 


RU, 


SD, 


SE, 


SG, 


SI, 


SK, 


SL, 


TJ, 


TM, 


TN, 


TR, 


TT, 


TZ, 


UA, 


UG, 


US, 


UZ, 


vc, 


VN, 


YU, 


ZA, 


ZM, 


ZW 














RW: GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


SD, 


SL, 


sz, 


TZ, 


UG, 


ZM, 


ZW, 


AM, 


AZ, 


BY, 


KG, 


KZ, 


MD, 


RU, 


TJ, 


TM, 


AT, 


BE, 


BG, 


CH, 


CY, 


CZ, 


DE, 


DK, 


EE, 


ES, 


FI, 


FR, 


GB, 


GR, 


IE, 


IT, 


LU, 


MC, 


NL, 


PT, 


SE, 


SK, 


TR, 


BF, 


BJ, 


CF, 



CG, CI, CM, GA, GN, GQ, GW, ML, MR, NE, SN, TD, TG 
PRIORITY APPLN. INFO.: US 2002-350296P P 20020117 

OTHER SOURCE(S): MARPAT 139:133790 

GI 




AB Various 2 1 -beta-methyl -6-substituted adenosine analogs I in which Z is 

selected from the group consisting of an alkyl, an 0-alkyl, an alkenyl, an 
alkynyl, and CN, wherein the alkyl, the alkenyl, or the alkynyl is 
optionally substituted with a halogen or OH; A is CH or N, and E is C-R6 
or N, such that (1) when A is CH then E is C-R6 or N, and (2) when A is N 
then E is CH; X is NR1R2 , NR2NR3R4, NR2N=NR3 , NR2N=CHR3 , NR2N=0, 
NR2C(=0)NR3R4, NR2C ( =S ) NR3R4 , NR2C ( =NH) NR3R4 , NR1C { =0) NR2NR3R4 , NR20R3 , 
ONHC(O) 0-alkyl, ONHC (0) 0-aryl , ONR3R4, SNR1R2, SONR1R2, or S(0)2NR1R2; 
wherein R1-R4 are independently H, alkyl, substituted alkyl, 0-alkyl, 
cyclic alkyl, heterocyclic alkyl, alkoxy, alkaryl, aryl, heterocyclic 
aryl, substituted aryl, acyl, substituted acyl, S(0)2-alkyl, NO, NH2 , or 
OH; and R6 is H, NH2, halogen, N3 , NHR1, NHC0R1 NR1R2, NHS02R1, NHC0NHR1, 
NHCSNHR1, CH2NHR1, CHR1NHR2 , NHNH2 , CN, alkyl, alkenyl, alkynyl, CH2-aryl, 
CH2-heterocycle, halogen, OH, or SH; are prepared by conventional and 
combinatorial library approaches. Contemplated compds . are particularly 
useful as therapeutic agents, and especially as antiviral agents. Thus, 
N6- [3- (methylthio) phenyl] -9H- (2 « -p-C-methyl-p-D- 

ribofuranosyl) adenine was prepared and tested in vitro as antiviral agent 
against influenza virus A, bovine viral diarrhea virus, Hepatitis B virus, 
HIV-1 virus and human Rhinovirus. 
REFERENCE COUNT: 4 THERE ARE 4 CITED REFERENCES AVAILABLE FOR THIS 

RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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